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Solid-phase methods
• A new solid-phase catalyst for the Knoevenagel reaction has been developed that
reduces by-product production and can be removed by a simple filtration (Simpson
et al., Tetrahedron Letters, 1999, 40(38), 7031-7033).
• The synthesis and Diels-Alder reactions of a number of polymer-bound
dehydroalanines has been described (Burkett and Chai, Tetrahedron Letters, 1999,
40(38), 7035-7038).
• Pulsed field gradient diffusion NMR has been used to distinguish between
molecules covalently bound and compounds trapped within the resin matrix of a
solid phase (Shapiro et al., Tetrahedron Letters, 1999, 40(34), 6141-6143).
• Time of flight-secondary ion MS has been used to determine the amount of
pyroglutamic acid formation during the preparation of glutamic acid containing
peptides (Enjalbal et al., Tetrahedron Letters, 1999, 40(34), 6217-6220).
• Peptides have been macrocyclised on solid-phase through the intramolecular
nucleophilic substitution of an N-terminal nitrofluorophenyl ring with a C-terminal
sidechain nucleophile (Fotsch et al., Bioorg. Med. Chem. Lett., 1999, 9(15), 2125-
2130). The method was used to prepare a number of analogues of tocinoic acid.
• The solid-phase synthesis of aziridine 2-carboxylic acids on Wang resin has been
used to prepare novel aziridine-containing oligopeptides (Filigheddu et al.,
Tetrahedron Letters, 1999, 40(35), 6503-6506).
Solid-phase heterocyclic synthesis
• Substituted benzimidazoles have been prepared from a resin-bound amine
precursor (Tumelty et al., Tetrahedron Letters, 1999, 40(34), 6185-6188).
• Cinnolines have been prepared on solid-phase from a substituted triazene resin
(Bräse et al., Tetrahedron Letters, 1999, 40(34), 6201-6203).
Solution-phase synthesis
• A method for the high-throughput soluble polymer-supported combinatorial
synthesis of substituted benzimidazolones has been described (Pan and Sun,
Tetrahedron Letters, 1999, 40(35), 6443-6446).
Novel solid supports
• Polystyrene resins containing flexible tetrahydrofuran derived cross-linkers have
been prepared to render the resin more like an organic solvent (Toy and Janda,
Tetrahedron Letters, 1999, 40(35), 6329-6332).
• A new linker for the preparation of C-terminal peptide α-oxo-aldehydes has been
described (Fruchart et al., Tetrahedron Letters, 1999, 40(34), 6225-6228).
Products are generated by a periodic oxidation of the tartaric acid-based linker.
• Peptide N-alkylamides have been prepared on a new polymer support that
incorporates a photolabile linking group (Kumar and Pillai, Tetrahedron, 1999,
55(34), 10437-10446).
• A novel silyl linker that binds peptides through serine or threonine alcohol side-
chains has been employed for the solid-phase synthesis of glycopeptides
(Nakamura et al., Tetrahedron, 1999, 55(37), 11253-11266).
Library synthesis
A peptide calix[4]arene library of around 50000 members was prepared on solid-
phase using 15 amino acids (Hioki et al., Tetrahedron Letters, 1999, 40(37), 6821-
6825). The library was screened for its ability to bind dye-labelled oligopeptides.
